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Specification /2* 

The present invention concerns topical cosmetic and 
pharmaceutical preparations with a content of fatty substances and 
free tocopherols, which can be used for the care of the skin and 
hair . 

It is known that alpha- tocopherol acetate is added; as a 
physiological agent, to cosmetic and pharmaceutical preparations in 
skin and nutrient creams, oils, masks and bath preparations, 
particularly for the treatment of aging skin. Other tocopherol 
esters, such as, for example, tocopherol nicotinate, are employed 
as active ingredients in hair lotions. 

Tocopherols and their esters in such topical preparations are 
supposed to promote the blood supply to the skin and act to 
strengthen connective tissue and renew the cell and induce a better 
use of oxygen in the tissue. 

The tocopherol esters described above are stable against 
oxygen and light, so that they frequently used today in topical 
cosmetic and pharmaceutical preparations. 

In contrast to that, free tocopherols, such as, for example, 
alpha- tocopherol, or mixed tocopherols consisting of the alpha-, 
beta-, gamma- and delta-isomers are substances unstable in the 
presence of light and oxygen, so that a use of the free tocopherols 



^Numbers in the margin indicate pagination in the foreign 

text . 



2 



in cosmetic and pharmaceutical preparations has thus far not been 
possible, because they discolor rapidly under the influence of air 
and light, thus becoming unsightly, and cannot be marketed in this 
form. 

The utilization of free tocopherols in the following 
compositions is known from the state of the art: 

In BE 899,975 (Stiefel Lab., corresponding to EP 0,147,446), a 
topical composition in the form of an emulsion for use against 
psoriasis is described, which contains, among other things, 0.02 % 
ascorbyl palmitate, 0.9 % citric acid and 0.03 % alpha- tocopherol . 

DE-OS 3,514,724 (Jareb) concerns pharmaceutical salves, 
containing, among other things, 1.0 % weight of vitamin C and 0.3 % 
of alpha-tocopherol in a petrolatum or eucerin base. 

In Food Chemistry 23:151-157 (1987), the combination of D, L- 
alpha-tocopherol and ascorbyl palmitate is tested among other 
things for the preservation of canned meats and a synergistic 
antioxidative effect confirmed (Table 3). 

Commercial antioxidants from Hofmann-LaRoche are employed 
there, for example, Ronoxan® A and Ronoxan® D20, which contain such 
a combination (Ronoxan A® = 25 % ascorbyl palmitate, 5 % D,L-alpha- 
tocopherol, 0.8 % citric acid, 1 % mono- and diglycerides and 
dextrose; Ronoxan® D 20 = 4.8 % ascorbyl palmitate, 1.6 % D, Li- 
alpha- tocopherol , 0.8 % citric acid, mono- and diglycerides and 
dextrose) . 
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Furthermore/ it is known from J. Am. Oil Chem. Soc . 
63 (9) : 1165-1169 (1986), that the pro-oxidative properties of alpha- 
tocopherol are reduced by combination with, for example, ascorbyl 
palmitate or citric acid, or can be converted into an antioxidative 
effect . 

In Chem. Abstr. 100:66798 f, reference is made to a 
publication from Yukagaku 32 (12) : 731-734 (1983) in Japanese, which 
describes a synergistic antioxidative effect of a combination of 
D, L-alpha- tocopherol and monoacylglyceryl citrate (MGC) in lard and 
palm oil. 

The task of the present invention is to prepare topical 
cosmetic and pharmaceutical preparations with a content of fatty 
acids and fatty substances and free tocopherols, which possess very 
good stability against light and air. 

This problem is solved by the use of free tocopherols in 
combination with ascorbic acid esters and mono-/diglyceride citric 
acid esters as components of these topical compositions on the 
basis of conventional fat and oil components. 

The invention therefore concerns topical cosmetic and 
pharmaceutical preparations with a content of fatty substances and 
free tocopherols, which is characterized by the fact that ascorbic 
acid esters of fatty acids with from 12 to 18 C-atoms and citric 
acid esters of partial glycerides of fatty acids with from 12 to 20 
C-atoms are contained for color stabilization. By means of the 
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addition of ascorbic acid esters and citric acid esters per the 
invention, it is possible to stabilize the free tocopherols in the 
topical cosmetic and pharmaceutical preparations to such an extent 
that products are obtained, whose color stability is of a quality 
comparable to that of corresponding commercial preparations 
containing tocopherol esters such as tocopherol acetate. 

Understood by the term free tocopherols in the sense of the 
invention is either the free D-alpha tocopherol, the D,L-alpha- 
tocopherol or the corresponding D-mixed tocopherol concentrates of 
natural origin, such as those obtained for example from edible 
oils . 

The latter are mixtures of the D-alpha, the D-beta, the D- 
gamma and D-delta homologues of tocopherol. 

In the case of the ascorbic acid esters of fatty acids with 
from 12 to 18 C-atoms according to the invention, the fatty acid 
component can consist of saturated and/or unsaturated aliphatic or 
cycloaliphatic fatty acids. The latter are, for example, lauric 
acid, tridecanoic acid, myristic acid, pentadecanoic acid, palmitic 
acid, heptadecanoic acid, stearic acid, oleic acid, linoleic acid 
and linolenic acid or mixtures of these fatty acids, such as those 
obtained from animal or vegetable fat-chemical raw materials. 

Preferred for use as ascorbic acid ester is ascorbyl 
palmitate . 
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In the case of the citric acid acids of partial glycerides of 
fatty acids with from 12 to 20 C-atoms per the invention, the fatty 
acid component can consist of saturated and/or unsaturated 
aliphatic fatty acids. These are, for example, lauric acid, 
tridecanoic acid, myristic acid, pentadecanoic acid, palmitic acid, 
heptadecanoic acid, stearic acid, nonadecanoic acid, arachidic 
acid, oleic acid, linoleic acid or linolenic acid or mixtures of 
these fatty acids, such as those obtainable from animal or /2. 
vegetable fat-chemical raw materials, which have if necessary been 
hydrated beforehand. The mono-/diglyceride citric acid esters are 
produced for example by esterif ication mono- /diglycer ides with 
citric acid or by esterif ication of glycerin with citric acid and 
edible fatty acids. These citric acid esters exhibit ordinarily a 
citric acid content of from 13 to 50 %, preferably from 17 to 22 %, 
a content of free fatty acids of less than 3 %, a content of free 
glycerin of less than 2 % and a content of bound glycerin of from 
18 to 20 %. Such products are marketed under the name LAMEGIN ZE 
30 (Griinau) and TEGIN C (Th. Goldschmidt) . They are also 
frequently referred to by the abbreviated designation "Citrem" . 

The content of free tocopherols in the invented topical 
cosmetic and pharmaceutical preparations amounts preferably to from 
1 to 10 % by weight. The content of ascorbic acid ester and citric 
acid ester will preferably amount, in each case, to from 0.1 to 10 
% by weight, with reference to the quantity of tocopherol used. 
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Ultraviolet-radiation filters, that is to say, UV-A radiation 
filters, UV-B radiation filters or UV-A/UV-B radiation filters can 
be added to the invented topical preparations as further 
components. Suitable ultraviolet-radiation filtering substances 
are the paraaminobenzoic acid derivatives, benzimidazole 
derivatives, benzophenone derivatives, benzoxazole derivatives, 
camphor derivatives, coumarin derivatives, dibenzoylmethane 
derivatives, gallic acid derivatives and cinnamic or 
paramethoxycinnamic acid derivatives known to the specialist. 
These are, for example, 4-aminobenzoic acid, 3- (4- 
t rime thy 1 ammonium) benzyl idenebornane-2 -one methylsulf ate, 3,3,5- 
t r ime thy lcyclohexyl salicylate, 2-hydroxy-4-methoxybenzophenone, 3- 
imidazole-4-yl acrylic acid and its ethyl ester, 2- 
phenylbenzimidazole-5-sulfonic acid and its potassium, sodium and 
triethanolamine salts, 4-bis (hydroxypropyl ) aminobenzoic acid ethyl 
ester, 4-bis (polyethoxy) aminobenzoic acid polyethoxyethyl ester, 4- 
dimethylaminobenzoic acid amyl ester, 4-aminobenzoic acid 1- 
glyceryl ester, 4-dimethylaminobenzoic acid 2-ethylhexyl ester, 
salicylic acid 2-ethylhexyl ester, N-acetylanthranilic acid 3,3,5- 
trimethy lcyclohexyl ester, potassium cinnamate, water-soluble 4- 
methoxy cinnamic acid salts, 4 -me thoxy cinnamic acid propyl ester, 
water-soluble salicylates, 4 -me thoxy cinnamic acid isoamyl ester, 4- 
me thoxy cinnamic acid 2-ethylhexyl ester, 4 -me thoxy cinnamic 2- 
ethoxyethyl ester, 3, 4-dihydroxy-5- (3 ' , 4 ' , 5 1 -trihydroxy) -benzoic 
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acid trioleate, 2-hydroxy-4-methoxy-methylbenzophenone, 2 -hydroxy - 
4-methoxybenzophenone-5-sulfonic acid and its sodium salt, 4- 
phenylbenzophenone-2 ' -carboxylic acid 2-ethylhexyl ester, 5-methyl- 

2- phenyl benzoxazole, 3 , 4-dimethoxyphenylglyoxylic acid sodium, 
1,3- (bis (4-methoxyphenyl ) -propane- 1, 3-dione, 5- (3, 3 -dimethyl -2- 
norbornylidene) -3-pentene-2-one, 3- (3 ' -sulfo-4 ' - 

methyl) benzyl idenebornane-2 -one, 3- (4 ' -sulf o)benzyidenebornane-2- 
one and salts, 3- (4 ' -methyl) benzyl idenebornane-2-one, 3- 
benzylidenebornane-2-one, 4-methoxy-alpha-cyanocinnamic acid hexyl 
ester, 1- (4 ' -isopropylphenyl) -3-phenylpropane-l , 3-dione, 4- 
isopropylbenzylsalicylate, 4-methoxycinnamic acid cyclohexyl ester 
and 1- (4-tert . -butylphenyl) -3- (4-methoxyphenyl) -propane-1, 3-dione . 

Preferred UV absorbers are the following products 
commercialized under the trademark Eusolex (<8>) (Merck, Darmstadt) or 
Parsol (Givaudan, Geneva) : 

1- (4- isopropylphenyl) -3-phenyl-l, 3-propanedione (Eusolex 8020) 

3- (4-methylbenzylidene) -D, L-camphor (Eusolex 6300) 

2 - phenylbenz imidazole- 5 -sulfonic acid (Eusolex 232) 
2-hydroxy-4-methoxybenzophenone (Eusolex 4360) 
Benzaldezine (Eusolex 6553), 

which are applied in concentrations of from 1 to 10 % by weight, 
relative to the total weight. 

The invented topical cosmetic and pharmaceutical preparations 
were formulated in the following examples only for a lip-care stick 
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(with solar protection) . In any case, it will be obvious to the 
specialist that other topical preparations can be formulated in the 
same way, which likewise exhibit good color stability. These 
topical formulations are furthermore, in particular, bath 
preparations, agents for washing the skin and hair, skin-care 
agents, agent for cleaning the skin, insect repellents, foot-care 
agent, acne agents, agents for the treatment of insect bites, 
shaving aids, hair-care agents and sunscreening preparations. 

General procedure for preparing the lip-care sticks 

A mixture consisting of 38 parts by weight of castor oil, 7.6 
parts by weight of 2-octyldodecanol, 9.5 parts by weight of 
glycerin monoricinoleate, 5.7 parts by weight of candelilla wax, 
5.7 parts by weight of carnauba wax, 1.9 parts by weight of 
paraffinium subliquidum, 1.9 parts by weight of cetyl alcohol, 1.9 
parts by weight of beeswax, 2.8 parts by weight of microwax, 5 
parts by weight of myristyl lactate and 5 parts by weight of 
myristyl myristate are heated and dissolved on the water bath at 90 
°C. The melting (fatty matrix) is then cooled to 75 °C, and those 
fatty substances listed in the following tables are stirred into 
it, this mass then being poured into molds. 

Application test for color stability 

The lip-care sticks produced according to the procedure 
described above, with the composition described in Tables 1 through 
3, were application-technically tested for 12 weeks at +50 °C. 
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Tocopherol oxidation products could be thereby easily recognized as 
substances with intensive coloration ranging from bright yellow to 
dark brown. The color change of the test samples in comparison 
with a tocopherol- free standard sample was employed as the measure 
for evaluating the stability of the tocopherols in the product. 

The color changes were evaluated in the weekly rhythm 
according to the following criteria by an experienced application 
technician: 

1) Color unchanged: no finding. 

2) Color with discoloration ranging from bright yellow to 
dark brown: finding. 

The time in weeks up until the observed color change was 
selected as the evaluation criterion for the effect of the tested 
combinations (see Tables 1 - 6) . 

In Table 1, below, lip-care sticks containing 5 % of D-alpha- 
tocopherol, which were stabilized by additive quantities of 
ascorbyl palmitate or Citrem or by the combination of ascorbyl 
palmitate and Citrem, were formulated and tested as Examples 1 
through 6 . 

It could be shown that a maximal color stabilization is 
achieved when Citrem and ascorbyl palmitate are utilized in 
combination (Examples 6 and 7) . Examples 8 through 14 in Table 2 
likewise describe lip-care sticks containing D-alpha-tocopherol 
with the use of sunscreening agents, in which case it could also be 
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shown here that a combination of Citrem and ascorbyl palmitate 
leads to an optimal color stabilization (see Examples 13 and 14) . 

Tested and formulated in Table 3 was a lip-care stick that 
contained D-mixed tocopherol as an active ingredient. In Table 4, 
in Examples 22 through 28, a lip-care stick with an admixed 
sunscreen was formulated and tested. Also in these cases, a 
combination of Citrem and ascorbyl palmitate leads to lip-care 
sticks that exhibit an optimal color stability (see Examples 20/21 
and 27/28) . 

In Tables 5 and 6, finally, a lip-care stick was formulated 
and protected by means of comparison examples 1 through 12, which 
contains D-alpha- tocopherol as an active ingredient, as marketed in 
the form of a commercial product. These lip-care sticks are color 
stable without the addition of UV-absorbers (comparison examples 1 
through 5) . In any case, if a UV-absorber is added, the color 
stability of these sticks is drastically reduced, the result 
obtained in comparative examples 6 though 12 being values clearly 
worse than in the case of the corresponding formulations per the 
invention, as found in Examples 13 and 14 as well as 27 of Tables 1 
- 4. 
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Table 1 Composition and color stabilization of a stick with D- 
alpha tocopherol (without solar protection) 



Composition (parts by- 


Example number 


weight) 


i 
l 


z 


J 




c 


c 

D 


n 
1 


r duty matrix 


95 


95 


95 


95 


95 


94.5 


94 


D-alpha- tocopherol 


5 


5 


5 


5 


5 


5 


5 


Citrem 1 ) 








0.5 


0.5 


0.5 


0.5 


Ascorbyl palmi tate 




0.01 


0.02 


0.02 


0.05 




0.05 


Application test 2 ) 
Color stabilized until 
. . . weeks 


1 


1 


2 


8 


4 


12 


12 



x ) = Citric acid ester of mono/diglycerides of edible fatty acids 

(produced by Griinau, Lamegin ZE 30) . 
2 ) = Maximal test duration of 12 weeks at +50 °C. 



Table 2 Composition and color stabilization of a stick with 
D-alpha tocopherol (with solar protection) 



Composition (parts by 
weight ) 


Example number 


8 


9 


10 


11 


12 


13 


14 


Fatty matrix 


85 


85 


85 


85 


84.5 


84.5 


84 


D-alpha- tocopherol 


5 


5 


5 


5 


5 


5 


5 


Citrem 1 ) 










0.5 


0.5 


0.5 


Ascorbyl palmi tate 




0.01 


0.02 


0.05 




0.05 


0.5 


Parsol® MCX 3 ) 


7 


7 


7 


7 


7 


7 


7 


Parsol* 1789 4 ) 


3 


3 


3 


3 


3 


3 


3 


Application test 2 ) 
Color stabilized until 
. . . weeks 


2 


2 


2 


1 


3 


7 


12 



1 ) = See Table 1. 

2 ) = See Table 1. 

3 ) = 2-Ethylhexyl-p-methoxylcinnamate (produced by Givaudan, 

Geneva) . 

*) = 4-tert . -butyl-4 ' -me thoxydibenzoylme thane (produced by 
Givaudan, Geneva) . 
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Table 3 Composition and color stabilization of a stick with D- 
mixed tocopherols (without solar protection) 



Composition (parts by- 
weight) 


Example number 


15 


16 


17 


18 


19 


20 


21 


Fatty matrix 


95 


95 


95 


95 


94.5 


94.5 


94 


D- alpha- tocopherol 


5 


5 


5 


5 


5 


5 


5 


Citrem 1 ) 










0.5 


0.5 


0.5 


Ascorbyl palmitate 




0.01 


0.02 


0.05 




0.05 


0.5 


Application test 2 ) 
Color stabilized until 
. . . weeks 


1 


4 


2 


2 


4 


7 


12 



1 ) = See Table 1. 

2 ) = See Table 1. 

5 ) = 60 % D-gaitima tocopherol, 60 % D-delta tocopherol, 12 % D- 
alpha- tocopherol, 2 % De-beta- tocopherol . 



Table 4 Composition and color stabilization of a stick with D- 
mixed tocopherols (with solar protection) 



Composition (parts by 
weight) 


Examp 1 e numb e r 


22 


23 


24 


25 


26 


27 


28 


Fatty matrix 


85 


85 


85 


85 


84.5 


84.5 


84 


D-alpha- tocopherol 


5 


5 


5 


5 


5 


5 


5 


Citrem 1 ) 










0.5 


0.5 


0.5 


Ascorbyl palmitate 




0.01 


0.02 


0.05 




0.05 


0.5 


Parsol® MCX 3 ) 


7 


7 


7 


7 


7 


7 


7 


Parsol® 1789 4 ) 


3 


3 


3 


3 


3 


3 


3 


Application test 2 ) 
Color stabilized until 
. . . weeks 


1 


2 


2 


2 


1 


5 


5 



1 ) = See Table 1. 

2 ) = See Table 1. 

3 ) = See Table 2. 

4 ) = See Table 2. 

5 ) = See Table 3. 
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Table 5 Composition and color stabilization of a stick with 

D-alpha- tocopherol acetate (without solar protection) 



Composition (parts by weight) 


Example number 


1 


2 


3 


4 


5 


Fatty matrix 


95 


95 


95 


95 


95 


D-alpha- tocopherol acetate 


5 


5 


5 


5 


5 


Citrem 1 ) 










0.5 


Ascorbyl palmi tate 




0.01 


0.02 


0.05 




Application test 2 ) Color stabilized 
until . . . weeks 


12 


12 


12 


12 


12 



1 ) = See Table 1. 

2 ) = See Table 1. 



Table 6 Composition and color stabilization of a stick with D- 
alpha- tocopherol acetate (with solar protection) 



Composition (parts by 
weight) 


Example number 


6 


7 


8 


9 


10 


11 


12 


Fatty matrix 


85 


85 


85 


85 


84.5 


84.5 


84.5 


D-alpha- tocopherol 
acetate 


5 


5 


5 


5 


5 


5 


5 


Citrem 1 ) 










0.5 


0.5 


0.5 


Ascorbyl palmitate 




0.01 


0.02 


0.05 




0.05 


0.5 


Parsol® MCX 3 ) 


7 


7 


7 


7 


7 


7 


7 


Parsol* 1789 4 ) 


3 


3 


3 


3 


3 


3 


3 


Application test 2 ) 
Color stabilized until 
. . . weeks 


3 


2 


2 


12 


2 


3 


6 



1 ) = See Table 1. 

2 ) = See Table 1. 

3 ) = See Table 2. 

4 ) = See Table 2. 
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Patent claims 

1« Topical cosmetic and pharmaceutical preparations with a 
content of fatty substances and free tocopherols, characterized by 
the fact that ascorbic acid esters of fatty acids with from 12 to 
18 C-atoms and citric acid esters of partial glycerides of fatty 
acids with from 12 to 20 C-atoms are contained for color 
stabilization . 

2* Topical preparations according to Claim 1, characterized 
by the fact that free tocopherols are contained in quantities of 
from 1 to 10 % by weight of the preparation and that the ascorbic 
acid esters and citric acid esters are contained in quantities of 
respectively from 0.1 to 10 % by weight, relative to the tocopherol 
quantity. 

3 . topical preparations according to Claim 1 or 2 , 
characterized by the fact that substances for the filtration of 
ultraviolet rays are additionally contained. 
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(g) Topische kosmetrsche und pharmazeutische Zubereitungen 

Topiache kosmetische und pharmazeutische Zubereitun- 
gen mit einern Gehalt an Fettstoffen und freian Tocophero- 
ls n und bevorzugtmit UV-Uchtfiltersubstanzen enthalten zur 
Farbstabitisiarung Ascorbinsaureester von Fattsauren mit 12 
bis 18 C-Atomen und Citronensaureester von Partialglycari- 
den von Fattsauren mit 12 bis 20 C-Atomen. Bavorzugt sind 
die frelen Tocopherol in Mengen von 1 -1 0 Gew.-°a der 2u« 
bereixung und die Ascorbinsaureester und Citronensauree- 
ster in Mengen von jeweila 0,1 bis 10 Gew.-% bezogen auf 
die Tocopherolmenge enthalten. 
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Fettsauren. wie sie aus tierischen Oder pflanzlichen fettchemischen Ausgangssioffen gewonnen werden, die 
gegebenenfalls vorher hydriert worden sind. Die Mono-/Diglycerid-Citronensaureester werden beispielsweise 
durch Veresterung von Mono-/Diglyceriden mil Citronensaure oder durch Veresterung von Glycerin mit 
Citronensaure und Speisefettsauren hergestellt Diese Citronensaureester weisen ilbltcherweise ein Citronen- 
sauregehalt von 13 bis 50 Gew..%, vorzugsweise von 17 bis 22 Gew.-Vo, einen Gehalt an freien Fettsauren von 
unter 3 Gew.-%, einen Gehalt an freiem Glycerin von unter 2 Gew.-<yfa und einen Gehalt an gebundenem 
Glycerin von 18 bis 20 Gew.-% auf. Derartige Produkte werden unter dem Namen LaMEGIN ZE 30 (Fa. 
GrQnau) undTEGIN C(Fa.Th. Goldschmidt) vertrieben.Sie werden auch oft mit der Kurzbezeichnung "CitrenV 
benannt 

Der Gehalt an freien Tocopherolen in den erfindungsgemaBen topischen kosmetischen und pharmazeutischen 
Zubereitungen betragt vorzugsweise 1 bis 10 Gew..%, Der Gehalt des Ascorbinsaureesters und des Citronen- 
sSureesters betragt vorzugsweise jeweils 0.1 bis 10Gew,-%, bezogen auf die eingesetzteTocopheroImenge, 

Den erfindungsgemaBen topischen Zubereitungen kdnnen als weitere Komponenten Ultraviolett-StrahlenfiN 
tersubstanzen, also LJV-A-Strahlenfilter, UV-B-Strahlenfiker oder UV-A/UV-B-Strahlenfilter hinzugefQgt wer- 
den. Geeignete Ultraviolett-Strahlenfikenubstanzen sind die dem Fachmann bekannten Paraaminobenzoesau- 
rederivate, Benzimidazolderivate, Benzophenonderivate, Benzoxazolderivate. Kampherderivate, Cumarinderi- 
vate, Dibenzoylmethanderivate, Gallussiurederivate, Salicylsaurederivate und Zimtsaure- bzw. Paramethoxy- 
zimisaurederivate. Dies sind beispielsweise 4-Amonobenzoesaure, 3- (4-Trimethylarnrnonium) benzylidenbor- 
nan-2-on-rnethylsulfat. 3,3,5-Trimethyl-cyclohexylsalicylat, 2-Hydroxy-4-methoxylbenzophenon, 3-lmidazol- 
4-yI-acryIsaure und ihr Ethylester, 2-PhenylbenzimidazoI-5-sulfonsaure und ihre Kilium-. Natrium- und Trietha- 
nolaminsalze, 4-bis(Hydroxypropyl)aminobcn2oesMure-ethylester, 4-bis (Polyethoxy) aminobenzoesaurepolyet- 
hoxyethylester. 4-Dimethylarninobenzoesaure-amyIester, 4-Arninobenzoesaure-l-glyceryIester, 4-Dimethyla- 
minobenzoesaure2-ethylhexylester, SalicyIsaure-2-ethylhexylester, N-Acetylanthranilsaure-3J.5-trimethylcy- 
clohexylester, Kaliumcinnamat, wasserlosliche 4-Methoxy-zimtsauresalze, 4-Metholxy-zimtsaurepropyIester, 
wasserlosliche Salicylate, 4-Methobty-zimtsaureisoamylester, 4-Methoxy-zimtsaure-2-ethylhexyIester, 4-Me- 
thoxy-zimtsaure-2-ethoxyethyIester. 3 r 4-Dihydroxy-5-(3' l 4 , ^ / -trihydroxybenzoyloxy)-benzoesaure-trioleat I 
2-Hydroxy-4-methoxy-4'-methylbenzophenon, 2-Hydroxy-4-methoxybenzophenon-5-sulfonsaure und ihr Natri- 
umsalz, 4-Phenyl-benzophenon-2'-carbonsaure-2-ethylhexylester, 5-Methyl-2-phenyl-benzoxazol, 3,4-Dime- 
thoxy-phenylglyoxylsaures Natrium, U-Bis(4-methoxyphenyl) -propan-l^dion, 5*(3>DimerhyN2-norbornyli- 
den)-3-penten-2-on, 3-{3'-Sulfo-4'-methyl)benzyIiden-bornan-2*oa 3-(4'.Sulfo) benzylidenbornan-2-on und Sal- 
2C , 3-{4'-MethyI) -benzyliden-bornan-2-on, 3-Benzyliden-bornan-2*on, 4-Methoxy-aIpha-cyan-zimtsaurehexyIe- 
ster, l^'-lsopropylphenylJ^-phenylpropan-U-dion, 4-IsopropyIbenzyIsalicylat, 4-Methoxy-zimxsaurecycloh- 
exylester und l*(4-tert-Butylphcnyl) -3-( 4-methoxyphenyl)-propan-l,3-dion. 

Bevorzugie UV-Absorber sind die folgenden Produkte, die unter dem Warenzeichen Eusolex^ (Merck, 
Darmstadt) bzw. Parsol (Givaudan, Genf) im Handel sind: 

1 -(4- 1 soproy!phenyl)-3-phenyl-l3-propandion (Eusolex 8020) 
3'(4-Methylbenzyliden)-D,L-campher (Eusolex 6300) 
2-PhenylbenzimidazoM-sulfonsaure (Eusolex 232) 
2-Hydroxy-4-methoxybenzophenon (Eusolex 4360) 
Benzaldazin (Eusolex 6553), 

die in Konzentrationen von 1 bis 10 Gew..°/o, bezogen auf das Gesamtgewicht, eingesetzt werden. 

Die erfindungsgemaBen topischen kosmetischen und pharmazeutischen Zubereitungen sind in den folgenden 
Beispielen nur fur einen Lippenpflegestift (mit Sonnenschutz) formuliert worden, Allerdings versteht es sich FQr 
den Fachmann von selbst, daB in gleicher Weise auch andere topische Zubereitungen formuliert werden konnen, 
bei denen ebenfalis eine sehr gute Farbstabilitat gegeben ist. Diese topischen Formulierungen sind weiterhin 
insbesondere Badepraparate, Haut* und Haarwaschmittel, Hautpflegemittel, Hautreinigungsmittel, insektenab- 
wehrende Mittel, FuBpflegemittel Aknemittel; Mittel zur Behandlung von Insektenstichen, Rasierhilfsmittel, 
Haarpflegemittel und Sonnenschutzpraparate, 

Allgemeines Herstellungsverfahren der Lippenpflegestifte 

Auf dem Wasserbad wjrd bei 90°C eine Mischungaus 38 Gew.-Teilen Rizinusol. 7,6 Gew.-Teilen 2-Octyl-do- 
decanol, 9,5 Gew.-Teilen GIycerinmonorinzinoleat,5,7 Gew.-Teilen Candellillawachs, 5.7 Gew.-Teilen Carnauba- 
wachs, 1,9 Gew.-Teilen Paraffinum subliquidum, 1,9 Gew.-Teilen Cetylalkohol, i.9 Gew.-Teilen Bienenwachs, 2,8 
Gew.-Teile Mikrowachs, 5 Gew.-Teile Myristyllactat und 5 Gew.-Teilen Myristylmyristat erhitzt und gelost. 
Daraufhin laflt man auf 75° C abkuhlen und ruhrt in diese Schmelze (Fettgrundmasse) die in den nachfolgenden 
Tabellen aufgefuhrten Stoffe ein und gieBt diese Masse in Formen. 

Anwendungstest Farbstabilitat 

Die gemaB vorstehend beschriebenen Herstellungsverfahren mit der in den Tabellen I bis 3 beschriebenen 
Ztisammensetzung hergestellten Lippenpflegestifte wurden anwendungstechnisch uber-12 Wochen bei -i-50 o C 
geprilft. Hierbei konnten Tocopheroloxidationsprodukte als intensiv hellgelbe bis dunkelbraun gefarbte Sub- 
stanzen leicht erkannt werden. Die farbliche Veranderung der PrQfmuster im Vergleich zu einer tocopherolfrei- 
en Standardprobe wurde als MaBstab fur die Stabilitat der Tocopherole im Produkt bewertet 
Die farblichen Veranderungen wurden von einem erfahrenen Anwendungstcchniker im Wochenrhythmus 
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TabeUe 1 



Zusammensetzung und Farbstabilisierung eines 



Stifts mit D-alpha Tocopherol (ohne Sonnenschutz) 




Fettgrundmasse 
D-alpha-TocopheroL 

Citretn 1 ) 
40 Ascorbylpalmitat 

Anwendungstest 2 ) 
Farbestabilisiert 
bis.-Wochen 



« iW Citronens5ureestervon Moco/uigij 
*U MaximaleTestdauer 12 Wochea bci 



Moco/Diglycerid^^ 



+50*C 
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Tabelle 2 

Zusammensetzung und Farbstabilisierung eines Stifis mit D-alpha Tocopherol (mil Sonnenschutz) 
Zusammensetzung Beispicl-Nr. 



(Gew.-Teile) 



8 9 10 II 12 13 I* 



Fettgrundmasse 
D-alpha-Tocopherol 
Citrem') 



85 85 85 85 84.5 84.5 84 

5 5 5 5 5 5 5 

_ _ - - 0.5 03 03 

Ascorbyipalmitat - 0.01 0.02 0.05 - 0.05 0.5 

Parsol*MCX J ) 7 7 7 7 7 7 7 

Parsol*1789«) 3 3 3 3 3 3 3 

Anwendungstest*) 

Farbestabilisiert 2 2 2 1 3 7 12 

bis . . . Wochen 

»)= sh. Tabelle 1 
sh. Tabelle 1 

3 )« 2-£thylhcxyl-p-methoxylcinnamat(herge5telltvonderFa.GivaudaaGenQ 

«) . 4.ten-Butyl-4'-methoxy-dibenzoylmethan (hergestellt von der Fa- Gwaudan, Gent) 

Tabelle 3 

Zusammensetzung und Farbstabilisierung eines Stifts mit D-Mischtocopherolen (ohne Sonnenschutz) 



Zusammcnset2ung 
(Gew.-Teile) 


Bcispicl-Nr. 
15 16 


17 


16 


19 


20 


21 


Fettgrundmasse 
D-Mischtocopherol s ) 
Citrem l ) 
Ascorbyipalmitat 


95 
5 


95 
5 

0,01 


95 
5 

0.02 


95 
5 

0,05 


94,5 
5 

0,5 


944 
5 

0.05 


94 
5 

0.5 
04 


Anwendungstest *) 
Farbe stabilisiert 
bis... Wochen 


1 


4 


2 


2 


4 


7 


12 


sLTabeilcl 

J )- sh. Tabelle I , _ , , M ^ L _ , , 
*)- 60% D-gamma-Toeopherol.60% D-delta-Tocopherol, 12% D-aJpha-Tocopherol.2% D-betaTocophcrol 










Tabelle 4 










Zusammensetzung und Farbstabilisierung eines Stifts mit D-Mischtocopherolen 


(mit Sonnenschutz) 


Zusammensetzung 
(Gew.-Teilc) 


Beispiel-Nr. 
22 23 


24 


25 


26 


27 


26 


Fettgrundmasse 
D-Mischtocopherol 5 ) 
Citrem 1 ) 
Ascorbyipalmitat 
Parsol R MCX J ) 
Parsoll789 4 ) 


85 
5 

7 
3 


85 
5 

aoi 

7 
3 


85 
5 

0,02 

7 

3 


85 
5 

0.05 

7 

3 


84,5 
5 

04 

7 
3 


84,5 
5 

04 
0,05 
7 
3 


84 
5 

0.5 
04 
7 
3 


Anwendungstest 2 ) 
Farbe stabilisiert 


I 


2 


2 


2 


1 


5 


5 



bis... Wochen 

1 ) = sh- Tabelle 1 

2 ) = sh. Tabelle 1 

3 ) - ah. Tabelle 2 
«)- sh. Tabelle 2 
*)= sh. Tabelle 3 
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Tabelle 5 




Fettgnindniasse 
I0 D-aipha-TocopheroI-Acetat 

Civem l ) 
Ascorbylpalmitat 

Anwendungstest 2 ) 
Farbestabilistert 
15 bis...Wochen 

1) ~$h- Tabelle 1 

2) *sh-TabeUel 
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Tabelle 6 
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Zusammensetzung 
(Gew.-Teile) 

Fettgrundmasse 
D-alpha-Tocopberol-Acctat 

Qtrern 1 ) 
Ascorbylpalmitat 

Parso^MCX 3 ) 
Parsol R 1789 4 ) 

Anwendungstest 2 ) 

Farbestabillsiert 

bis.. T Wochen 



Vergleichsbcispiel-Nr. 

- 7 



as 

5 



7 
3 



7 


8 


85 


85 


5 


5 


0.01 


0,02 


7 


7 


3 


3 


2 


2 



85 
5 

0.05 

7 

3 

12 



10 


11 


843 


845 


5 


5 


03 


0.5 




0,05 


7 


7 


3 


3 


2 


3 



12 



1) -sh-Tabellel 

2) = sh. Tabelle i 
An 3)=sh.TabelIe2 
40 *)=sh.TabeUe2 



84 
5 

0,5 
0,5 
7 
3 
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PatentansprQche 
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